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Amended Claims 



21 . (Twice Amended) A method for suppressing inflammation comprising 
f administering to a subject in need thereof an effective amount pf a preparation comprising an 
effective amount of at least one compound of the formula I: 
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(1) 



in which 

W isR ! -A-C(R 13 ); 
Y is a carbonyl; 
Z is N(R°); 

A is a bivalent radical from the group consisting of (Ci-C6)-alkylene, (C3-C7)- 
cycloalkylene, phenylene, phenylene-(Ci-C6)-alkyl, (Ci-C6)-alkylenephenyl, 
phenylene-(C2-C6)-alkenyl or a bivalent radical of a 5- or 6-mernbered 
saturated or unsaturated ring which can contain 1 or 2 nitrogen atoms and can 
be mono- or disubsti/ruted by (Ci-Ce) alkyl or doubly bonded oxygen or sulfur; 
B is a bivalent radical from the group consisting of (Ci-C6)-alkylene, (C2-C6)- 
alkenylene. phenwene, phenylene-(Ci-C3)-alkyl, (Ci-C3)-alkylenephenyl. 
where the bivalent (Ci-C6)-alkylene radical can be unsubstituted or substituted 
by a radical from the group consisting of (Ci-Cg)-alkyl, (C2-Cs)-alkenyl 5 (C2- 
C8)-alkynyl, ((C 3 -Cio)-cycloalkyl, (C3-Cio)-cycloalkyl-(Ci-C6)-alkyl, optionally 
substituted (Ce-Ci^-aryl, (C6-Ci4)-aryl-(Ci-C6)-alkyl optionally substituted in 
the aryl radical, optionally substituted heteroaryl and heteroaryl-(Ci-C6)-alkyl 
optionally ^substituted in the heteroaryl radical; 
is C(R 2 )( 



J ), N(R 3 ) or CH=C(R 3 ); 



isR 10 C( 



is hydrogen, (Ci-C8)-alkyl, (C3-Cg)-cycloalkyl s optionally substituted (Ce-Cu)- 
aryl or/(C6-Ci4)-aryl-(Ci-C8)-alkyl optionally substituted in the aryl radical; 
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R° is (C 3 -Ci 2 )-cycloalkyl, (C 3 -Ci 2 )-cycloalkyl-(Ci-C 8 )-alkyl, (C 6 -Ci 2 )- 
bicycloalkyl, (C 6 -Ci2)-bicycloalkylKCi-C 8 )-iricycloalkyl J (C 6 -Ci 2 )- 
tricycloalkyl-(Ci-C 8 )-alkyl, optionally substituted (C6-Ci4)-aryl-(Ci-C8)-alkyl 
optionally substituted in the aryl radical, optionally substituted heteroaryl, 
heteroaryl-(Ci-C8)-alkyl optionally substituted in the heteroaryl radical, CHO, 
(C r C 8 )-alkyl-CO, (C 3 -Ci 2 )-cycloalkylyCO, (C 3 -Ci2)-cycloalkyl-(C,-C 8 )-alkyl- 
CO, (C 6 -Ci 2 )bicycloalkyl-CO, (C 6 -Cip-bicycloalkyl-(Ci-C 8 )-alkyl-CO, (C 6 - 
Ci 2 )-tricycloalkyl-CO, (C 6 -Ci 2 )-tric)iloalkyl-(Ci-C 8 )-alkyl-C0 5 optionally 
substituted (C 6 -Ci 4 )-aryl-CO, (C 6 -Ui4)-aryl-(Ci-C 8 )-alkyl-CO optionally 
substituted in the aryl radical, optionally substituted heteroaryl-CO, heteroaryl- 
(Ci-C 8 )-alkyl-CO optionally substituted in the heteroaryl radical, (Ci-C 8 )- 
alkyl-S(0) n , (C 3 -Ci2)-tricycloaH^l-(Ci-C 8 )-alkyl-S(0) n , optionally substituted 
(C 6 -Ci 4 )-aryl-S(0) n , (C 6 -Ci 4 )-aXl-(Ci-C 8 )-alkyl-S(0) n optionally substituted 
in the aryl radical, optionally substituted heteroaryl-S(0) n or heteroaryl-(Ci- 
C 8 )-alkyl-S(0) n optionally substituted in the heteroaryl radical, where n is 1 or 
2; 

R 1 is X-NH-C(=NH)-(CH 2 ) n oJx l -NH-(CR 2 )n, where p is 0, 1, 2 or 3; 

X is hydrogen, (Ci-C6)-alkyl,/(Ci-C6)-alkylcarbonyl, (Ci-C6)-alkoxycarbonyl, 
(Ci-Ci 8 )-alkylcarbonyloxy-(Ci-C6)-alkoxycarbonyl, optionally substituted (Ce- 
Ci4)-arylcarbonyl, optionally substituted (C6-Ci4)-aryloxycarbonyl, (Ce-Cn)- 
aryl-(Ci-C6)-alkoxycarbpnyl which can also be substituted in the aryl radical, 
(R 8 0) 2 P(0), cyano, hydtoxyl (Ci-C 6 )-alkoxy, (C 6 -Ci 4 )-aryl-(Ci-C 6 )-alkoxy 
which can also be sub^ituted in the aryl radical, or amino; 

X I has one of the meanings of X or is R'-NH-C(=N-R"), where R' and R" 
independently of onef another have the meanings of X; 

R 2 is hydrogen, (Ci-C 8 Y-alkyl, optionally substituted (C6-Ci4)-aryl, (C6-Ci4)-alkyl 
optionally substituted in the aryl radical or (C 3 -C 8 )-cycloalkyl; 

R 3 is hydrogen, (Ci-Ci)-alkyl, optionally substituted (C6-Ci4)-aryl, (C 6 -Ci4)-aryl- 
(Ci-C 8 )-alkyl optionally substituted in the aryl radical, (C 3 -C 8 )-cycloalkyl, (C2- 
C 8 )-alkenyl, (C 2 -C 8 )-alkynyl, (C 2 -C 8 )-alkenylcarbonyl, (C 2 -C 8 )- 
alkynylcarbonylipyridyl, R U NH, R 4 CO, COOR 4 , CON(CH 3 )R 14 , CONHR 14 , 
CSNHR 14 , COOR 15 , CON(CH 3 )R 15 or CONHR 15 ; 
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R 4 is hydrogen or (Ci-C2s)-alkyl which can optionally be mono- or 

polysubstituted by identical or different radicals R 4 '; A* 4 ' is hydroxyl, 
hydroxycarbonyl, aminocarbonyl, mono- or di-((Ci/Cig)-alkyl)aminocarbonyl 5 
amino-(C2-C 1 8 )-alkylaminocarbonyl, amino-(C 1 -0^)-alkylphenyl-(C i -C3)- 
alkylaminocarbonyl, (C 1 -C 1 8 )-alky 1 carbonylamMo-(C 1 -C3)-alkylphenyl-(C 1 - 
C3)-alkylaminocarbonyl , (C 1 -C 1 8 )-alkylcarbonviamino-(C2-C 1 8 )- 
alkylaminocarbonyl, (C6-Ci4)-aryl-(Ci-C8)-altfoxycarbonyl which can also be 
substituted in the aryl radical, amino, mercapto, (Ci-Ci8)-alkoxy, (Ci-Ci 8 )- 
alkoxycarbonyl, optionally substituted (C37C 8 )-cycloalkyl, halogen, nitro, 
trifluoromethyl or the radical R 5 ; 

R 5 is optionally substituted (C 6 -Ci 4 )-aryl, (£ 6 -Ci4)-aryl-(Ci-C 8 )-alkyl optionally 
substituted in the aryl radical, a mono-yor bicyclic 5- to 12-membered 
heterocyclic ring which can be aromatic, partially hydrogenated or completely 
hydrogenated and which can contain one, two or three identical or different 
heteroatoms from the group consisting of nitrogen, oxygen and sulfur, a 
radical R 6 or a radical R 6 CO, where the aryl radical and, independently 
thereof, the heterocyclic radical can be mono- or polysubstituted by identical 
or different radicals from the group consisting of (Ci-Ci8)-alkyl, (Ci-Cis)- 
alkoxy, halogen, nitro, amino And trifluoromethyh; 

R 6 is R 7 R 8 N, R 7 0 or R 7 S or an amino acid side chain, a natural or unnatural 

amino acid, imino acid, optionally N-(Ci-C 8 )-alkylated or N-((C6-Ci4)-aryl- 
(Ci-C 8 )-alkylated) azaamino acid or a dipeptide radical which can also be 
substituted in the aryl radical and/or in which the peptide bond can be reduced 
to -NH-CH 2 -, and their esters and amides, where hydrogen or hydroxymethyl 
can optionally stand inplace of optionally protected free functional groups; 

R 7 is hydrogen, (C r Ci 8 )*lkyl, (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl, (Ci-Cig)- 

alkoxycarbonyl, (Ci-£i8)-alkoxycarbonyl, (C6-Ci4)-arylcarbonyl, (C6-C14)- 
aryl-(Ci-C8)-alkylcafrbonyl or (C6-Ci4)-aryl-(Ci-Ci8)-alkyloxycarbonyl, where 
the alkyl groups can optionally be substituted by an amino group and/or where 
the aryl radicals can be mono- or polysubstituted, preferably monosubstituted 
by identical or different radicals from the group consisting of (Ci-Cs)-alkyl, 
(Ci-C8)-alkoxyihalogen, nitro, amino and trifluoromethyl, or is a natural or 
unnatural amino acid, imino acid, optionally N-(Ci-C 8 )-alkylated or N-((C6- 
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Ci 4 )-aryl-(Ci-C8)-alkylated) azaamino acid or a dip^ptide radical which can 
also be substituted in the aryl radical and/or in wfyich the peptide bond can be 
reduced to -NH-CH 2 -; 
R 8 is hydrogen, (Ci-Ci8)-alkyl, optionally substituted (C6-Ci4)-aryl or (Ce-Cn)- 

aryl-(Ci-C8)-alkyl which can also be substituted in the aryl radical; 
R 9 is hydrogen, aminocarbonyl, (Ci-Ci8)-alkViaminocarbonyl, (C3-C8)- 

cycloalkylaminocarbonyl, optionally substituted (C6-Ci4)-arylaminocarbonyl, 
(Ci-Ci8)-alkyl, optionally substituted #C6-Ci4)-aryl or (C3-Cs)-cycloalkyl; 
R 10 is hydroxyl, (Ci-Ci8)-alkoxy, (C6-Ci4)-aryl-(Ci-C 8 )-alkoxy which can also be 
substituted in the aryl radical, optionally substituted (C6-Ci4)-aryloxy, amino 
or mono- or di-((Ci-Ci8)-alkyl)amino; 
R n hydrogen, (Ci-Ci 8 )-alkyl, R 12 C0, optionally substituted (C 6 -Ci 4 )-aryl-S(0) 2 , 
(Ci-Ci 8 )-alkyl-S(0) 2? (C 6 -Ci 4 /aryl-(Ci-C 8 )-alkyl optionally substituted in the 
aryl radical or R 9 NHS(0) 2 ; 
R 12 is hydrogen, (Ci-Ci 8 )-alkyK (C 2 -C 8 )-alkenyl, (C 2 -C 8 )-alkynyl, optionally 

substituted (C6-Ci 4 )-aryl,y(Ci-Ci8)-alkoxy, (C6-Ci4)-aryl-(Ci-C8>-alkoxy which 
can also be substituted in the aryl radical, optionally substituted (C6-Q4)- 
aryloxy, amino or mono- or di-((Ci-Ci8)-alkyl)amino; 
R 13 is hydrogen, (Ci-C 6 )-£lkyl, (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl optionally substituted 

in the aryl radical orr(C3-C8)-cycloalkyl; 
R 14 is hydrogen or (CiyC 2 s)-alkyl which can optionally be mono- or 

polysubstituted by identical or different radicals from the group consisting of 
hydroxyl, hydroxycarbonyl, aminocarbonyl, mono- or di-((Ci-Ci8)-alkyl)- 
aminocarbonyl/amino-(C2-Ci 8)-alkylaminocarbonyl, amino-(Ci -C3)- 
alkylphenyl-(rf 1 -C3)-alkylaminocarbonyl, (C 1 -C 1 8)-alkylcarbonylamino-(C 1 - 
C3)-alkylphemyl-(Ci-C3)-alkylaminocarbonyl, (Ci-Ci8)-alkylcarbonyl-amino- 
(C 2 -Ci8)-alkylaminocarbonyl, (C6-Ci4)-aryl-(Ci-C8)-alkoxycarbonyl which can 
also be substituted in the aryl radical, amino, mercapto, (Ci-Ci8)-alkoxy, (Ci- 
CisValkoxycarbonyl, optionally substituted (C3-C8)-cycloalkyl, HOS(0) 2 -(Ci- 
C 3 )-alkyl/ R 9 NHS(0) 2 -(Ci-C 3 )-alkyl, (R 8 0) 2 P(0)-(Ci-C 3 )-alkyl, tetrazolyl-(C r 
C3)-alk>d, halogen, nitro, trifluoromethyl and R 5 ; 
R 15 is R 16 -(,C,-C 6 )-alkyl or R 16 ; 
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R 



16 



is a 6- to 24-membered bicyclic or tricyclrc radical which is saturated or 
partially unsaturated and which can also contain one to four identical or 
different heteroatoms from the grout/consisting of nitrogen, oxygen and sulfur 
and which can also be substituted by one or more identical or different 
substituents from the group cons/sting of (Ci-C 4 )-alkyl and oxo; 
b 5 c, and d are 1 ; 
e is 0, 1, 2, 3, 4, 5 or 6; 
f isO; 

g is 0, 1, 2, 3, 4,5 or 6; 
h is 0, 1, 2, 3, 4, 5 or 6; 

in all their stereoisomer^ form^ and mixtures thereof in any ratio, and of their 
physiologically tolerable salts. 



22. (Twice Amended) / A method for antagonizing VLA-4 comprising 
administering to a subject in need /thereof an effective amount of a preparation comprising an 
effective amount of at least one compound of the formula I: 
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in which 
W is R'-A-CCR 13 ), 
is a carbonyl; 



Y 
Z 
A 



is N(R°); 

is a bivalent radical from the group consisting of (Ci-C6)-alkylene, (C3-C7)- 
cycloalkylene , phenylene, phenylene-(Ci-C6)-alkvl, (Ci-C6)-alkylenephenyl. 
phenylene-(C>-C6)-alkenyl or a bivalent radical of a 5- or 6-membered 
saturated or v nsaturated ring which can contain 1 or 2 nitrogen atoms and can 



be mono- or 



lisubstituted by (Ci-Ce)-alkyl or doubly bonded oxygen or sulfur; 
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B is a bivalent radical from the group consisting of (Ci-C6)-alkylene, (C2-C6)- 
alkenylene, phenylene, phenylene-(Ci-Q)-alkyl, (Ci-C3)-alkylenephenyl, 
where the bivalent (Ci-C6)-alkylene radical can be unsubstituted or substituted 
by a radical from the group consisting of (Ci-Cs^alkyl, (C2-Cs)-alkenyl, (C2- 
Cg)-alkynyl, (C3-Cio)-cycloalkyl, (C3 ; JCio)-cycloalky-(Ci-C6)-alkyl 5 optionally 
substituted (Ce-Ci^-aryl, (C6-Ci4)-aryl-(Ci-C6)-alkyl optionally substituted in 
the aryl radical, optionally substituted heteroaryl and heteroaryl-(Ci-C6)-alkyl, 
optionally substituted in the heteroaryl radical; 

D is C(R 2 )(R 3 ), N(R 3 ) or CH=C(R 3 ); 

E is R 10 CO; 

R is hydrogen, (Ci-C8)-alkyl, (C3-C0-cycloalkyl, optionally substituted (Ce-Cn)- 
aryl or -(C6-Ci4)-aryl-(Ci-Cg)-alk^l optionally substituted in the aryl radical; 

R° is (C 3 -Ci 2 )-cycloalkyl, (C 3 -Ci 2 )-tycloalkyl-(Ci-C 8 )-alkyl, (C 6 -Ci 2 )- 

bicycloalkyl, (C6-Ci2)-bicycloaMcyl-(Ci-C8)-alkyl, (C6-Ci2)-tricycloalkyl, (Ce- 
Ci2)-tricycloalkyl-(Ci-C8)-alk>^[, optionally substituted (C6-Ci4)-aryl, (Ce-Cu)- 
aryl-(Ci-C8)-alkyl optionally substituted in the aryl radical, optionally 
substituted heteroaryl, heteroaryl-(Ci-C 8 )-alkyl optionally substituted in the 
heteroaryl radical, CHO, (Ci/C 8 )-alkyl-CO, (C 3 -Ci 2 )-cycloalkyl-CO, (C3-C12)- 
cycloalkyl-(Ci-C 8 )-alkyl-C©, (C 6 -Ci2)-bicycloalkyl-CO, (C 6 -Ci 2 )- 
bicycloalkyl-(Ci-C 8 )-alkyl-CO, (C 6 -Ci 2 )-tricycloalkyl-CO, (C 6 -Ci 2 )- 
tricycloalkyl-(Ci-C 8 )-alkyl/cO, optionally-substituted (C 6 -Ci 4 )-aryl-CO, (C 6 - 
Ci4)-aryl-(Ci-C8)-alkyl-C© optionally substituted in the aryl radical, optionally 
substituted heteroaryl-Cu, heteroaryl-(Ci-C8)-alkyl-CO optionally substituted 
in the heteroaryl radical, fCi-C 8 )-alkyl-S(0) n , (C 3 -Ci 2 )-cycloalkyl-S(0) n , (C 3 - 
Ci 2 )-cycloalkyl-(Ci-C 8 )ilkyl-S(0) n , (C 6 -Ci 2 )-bicycloalkyl-S(0) n , (C 6 -Ci 2 )- 
bicycloalkyl-(Ci-C 8 )-alkyl-S(0) n , (C 6 -Ci 2 )-tricycloalkyl-S(0) n , (C 6 -Ci 2 )- 
tricycloalkyl-(Ci-C 8 )-alfkyl-S(0)n, optional substituted (C6-Ci4)-aryl-S(0) n , 
(C6-Ci4)-aryl-(Ci-C 8 )-ilkyl-S(0) n? optionally substituted in the aryl radical, 
optionally substituted peteroaryl-S(0) n or heteroaryl-(Ci-C8)-alkyl-S(0) n 
optionally substituted/in the heteroaryl radical, where n is 1 or 2; 

R 1 is X-NH-C(=NH)-(CH 2 ) P or X 1 -NH-(CH 2 ) P5 where p is 0, 1, 2 or 3; 

X is hydrogen, (Ci-C6)|alkyl, (Ci-C6)-alkylcarbonyl, (Ci-C6)-alkoxycarbonyl, 

(Ci-Ci 8 )-alkylcarbor|yloxy-(Ci-C6)-alkoxycarbonyl, optionally substituted (Ce- 
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Ci4)-arylcarbonyl, optionally substituted (C6-Ci4)-aryloxycarbonyl, (Ce-Cu)- 
aryl-(Ci-C6)-alkoxycarbonyl which can alsoybe substituted in the aryl radical, 
(R 8 0) 2 P(0), cyano, hydroxyl, (Ci-C 6 )-alWy, (C 6 -Ci 4 )-aryl-(Ci-C 6 )-alkoxy 
which can also be substituted in the aryl radical, or amino; 
X 1 has one of the meanings of X or is RVN^t-C(=N-R"), where R' and R" 

independently of one another have theytneanings of X; 
R 2 is hydrogen, (Ci-C8)-alkyl, optionally substituted (C6-Ci4)-aryl, (C6-Ci4)-aryl- 

(Ci-Cg)-alkyl optionally substitutecyin the aryl radical or (C3-Cs)-cycloalkyl; 
R 3 is hydrogen, (Ci-C8)-alkyl, optionally substituted (C6-Ci4)-aryl 5 (C6-Ci4)-aryl- 
(Ci-Cs)-alkyl optionally substituted in the aryl radical, (C3-C8)-cycloalkyl, (C 2 - 
C 8 )-alkenyl, (C 2 -C 8 )-alkynyl, (G 2 -C 8 )-alkenylcarbonyl, (C 2 -C 8 )- 
alkynylcarbonyl, pyridyl, R n NH, R 4 CO, COOR 4 , CON(CH 3 )R 14 , CONHR 14 , 
CSNHR 14 , COOR 15 , CON(CH 3 )R 15 or CONHR 15 ; 
R 4 is hydrogen or (Ci-C 2 s)-alky/ which can optionally be mono- or 

polysubstituted by identical or different radicals R 4 ; R 4 is hydroxyl, 
hydroxycarbonyl, aminocarbonyl, mono- or di-((Ci-Ci8)-alkyl)aminocarbonyl, 
amino-(C 2 -Ci8)-alkylammocarbonyl, amino-(Ci-C3)-alkylphenyl-(Ci-C3)- 
alkylaminocarbonyl, (C 1 /C 1 8)-alkylcarbonylamino-(C i -C 3 )-alkylphenyl-(C i - 
C 3 )-alkylaminocarbony]f, (Ci-Ci8)-alkylcarbonylamino-(C 2 -Ci8)- 
alkylaminocarbonyl, (G6-Ci4)-aryl-(Ci-C8)-alkoxycarbonyl which can also be 
substituted in the aryl radical, amino, mercapto, -(C 2 -Ci8)-alkoxy, (Ci-Cis)- 
alkoxycarbonyl, optionally substituted -(C3-C8)-cycloalkyl, halogen, nitro, 
trifluoromethyl or tfyfe radical R 5 ; 
R 5 is optionally substituted (C6-Ci4)-aryl, (C6-Ci4)-aryl-(Ci-C8)-alkyl optionally 
substituted in the qjryl radical, a mono- or bicyclic 5- to 12-membered 
heterocyclic ring ^hich can he aromatic, partially hydrogenated or completely 
hydrogenated ana which can contain one, two or three identical or different 
heteroatoms from the group consisting of nitrogen, oxygen and sulfur, a 
radical R 6 or a radical R 6 CO, where the aryl radical and, independently thereof, 
the heterocyclic radical can be mono- or polysubstituted by identical or 
different radicals from the group consisting of (Ci-Ci8)-alkyl, (Ci-Ci8)-alkoxy, 
halogen, nitrq. amino and trifluoromethyl; 
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R° 



R 



R 



R 



10 



R 



li 



R 



12 



is R 7 R 8 N, R 7 0 or R 7 S or an amino acid tffde chain, a natural or unnatural 
amino acid, imino acid, optionally N-(Oi-C 8 )-alkylated or N-((C6-Ci 4 )-aryl- 
(Ci-Ci8)-alkylated) azaamino acid or a dipeptide radical which can also be 
substituted in the aryl radical and/or/in which the peptide bond can be reduced 
to -NH-CR 2 -, and their esters and amides, where hydrogen or hydroxymethyl 
can optionally stand in place of optionally protected free functional groups; 
is hydrogen, (Ci-C 18 -alkyl, (C 6 -£i4)-aryl-( Ci-C 8 )-alkyl, (C,-C 18 )- 
alkylcarbonyl, (Ci-Ci8)-alkoxyearbonyl, (C6-Ci 4 )-arylcarbonyl, (C6-Ci 4 )-aryl- 
(Ci-C8)-alkylcarbonyl or (C6-CCi4)-aryl-(Ci-Ci8)-alkyloxycarbonyl, where the 
alkyl groups can optionally be substituted by an amino group and/or where the 
aryl radicals can be mono- or polysubstituted, preferably monosubstituted, by 
identical or different radicals from the group consisting of (Ci-C 8 )-alkyl, (Ci- 
C 8 )-alkoxy, halogen, nitro/ amino and trifluoromethyl, or is a natural or 
unnatural amino acid, imino acid, optionally N-(Ci-C 8 )-alkylated or N-((C6- 
Ci4)-aryl-(Ci-C8)-alkylated) azaamino acid or a dipeptide radical which can 
also be substituted in ttye aryl radical and/or in which the peptide bond can be 
reduced to -NH-CH 2 -;i 
is hydrogen, (Ci-Ci8)7alkyl, optionally substituted (C6-Ci4)-aryl or (C6-C14)- 
aryl-(Ci-C8)-alkyl wmch can also be substituted in the aryl radical; 
is hydrogen, aminocarbonyl, (Ci-Ci 8 )-alkylaminocarbonyl, (XVCs)- 
cycloalkylaminocarponyl, optionally substituted (C6-Ci4)-arylaminocarbonyl, 
(Ci-Ci 8 )-alkyl, optionally substituted (C6-Ci 4 )-aryl or (C3-Cs)-cycloalkyl; 
is hydroxyl, (Ci-(Ji 8 )-alkoxy, (C6-Ci4)-aryl-(Ci-C8)-alkoxy which can also be 
substituted in the/aryl radical, optionally substituted (C6-Ci4)-aryloxy, amino 
or mono- or di-(tfCi-Ci 8 )-alkyl)amino; 

is hydrogen, (Ctf-Ci 8 )-alkyl, R 12 CO, optionally substituted (C 6 -Ci 4 )-aryl-S(0) 25 
(Ci-Ci 8 )-alkyl-S(0) 25 (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl optionally substituted in the 
aryl radical or R 9 NHS(0) 2 ; 

is hydrogen, (Ci-Ci8)-alkyl, (C 2 -C8)-alkenyl, (C 2 -C 8 )-alkynyl, optionally 
substituted (d 6 -Ci4)-aryl, (Ci-Cig)-alkoxy, (C6-Ci4)-aryl-(Ci-C 8 )-alkoxy which 
can also be substituted in the aryl radical, optionally substituted (C6-Ci 4 )- 
aryloxy, ammo or mono- or di-((Ci-Ci 8 )-alkyl)amino; 



-9- 
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R 



13 



R 



14 



R 
R 



16 



is hydrogen, (Ci-C 6 )-alkyl, (Ci-Ci4)-aryl-(Ci-C 8 )/alkyl optionally substituted 
in the aryl radical or (C3-C8)-cycloalkyl; 

is hydrogen or (Ci-C28)-alkyl which can optionally be mono- or 
polysubstituted by identical or different radicals from the group consisting of 
hydroxyl, hydroxycarbonyl, aminocarbonyl, mono- or di-((Ci-Ci8)-alkyl)- 
aminocarbonyl, amino-(C2-Ci8)-alkytaminocarbonyl, amino-(Ci-C3)- 
alkylphenyl-(Ci-C3)-alkylaminocarWonyl, (Ci-Ci8)-alkylcarbonylamino-(Ci- 
C3)-alkylphenyl-(Ci-C3)-alkylammocarbonyl, (Ci-Ci8)-alkylcarbonyl-amino- 
(C2-Ci8)-alkylaminocarbonyl, ^6-Ci4)-aryl-(Ci-C8)-alkoxycarbonyl which can 
also be substituted in the aryl/radical, amino, mercapto, (Ci-Ci8)-alkoxy, (Ci- 
Ci8)-alkoxycarbonyl, optionally substituted (C3-C8)-cycloalkyl, HOS(0)2-(Ci- 
C 3 )- alkyl, R 9 NHS(O) 2 -0ei-C 3 )-alkyl, (R 8 0) 2 P(0)-(Ci-C 3 )-alkyl, tetrazolyl- 
(Ci-C3)-alkyl, halogen/nitro, trifluoromethyl and R 5 ; 
is R 16 -(Ci-C 6 )-alkylcfrR 16 ; 



is a 6- to 24-membjered bicyclic or tricyclic radical which is saturated or 
partially unsaturated and which can also contain one to four identical or 
different heteroatoms from the group consisting of nitrogen, oxygen and sulfur 
and which caji also be substituted by one or more identical or different 
substituents/from the group consisting of (Ci-C4)-alkyl and oxo; 
b, c, and d are 1 ; 
e is 0, 1, 2/3, 4, 5 or 6; 
f isO; 

g isO, #2,3,4, 5 or 6; 
h is 0/1, 2, 3, 4, 5 or 6; 

in all theiivstereoisomeric forms and mixtures thereof in any ratio, and of their 
physiologically tolerable salts. 



23. (Twice Amended) \A. method for treating a disease or disorder selected 
from the group consisting of rheumatoioNarthritis, inflammatory bowel disease, systemic 
lupus erythematosus, inflammatory disorders of the central nervous system, asthma, allergies, 
cardiovascular disorders, ateriosclerosis, restenoses, diabetes, damage to organ transplants, 
tumor growth, tumor metastasis, and malaria corhprising administering to a subject in need 
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thereof an effective amotait of a preparation comprising an effective amount of at least one 
compound of the formula 



W N 
i i 

2 Y 



— (B) b 



O 

ii 



F 

,(N) d 



II 



— (CH 2 ) e (C) f (CH 2 ) g 



D (CH 2 ) h E 

(I) 



in which 



W 
Y 
Z 
A 



is R'-A-C(R 13 ); 
is a carbonyl; 
is N(R°); 

is a bivalent radical from trip group consisting of (Ci-C6)-alkylene, (C3-C7)- 
cycloalkylene, phenylene, pnenylene-(Ci-C6)-alkyl, (Ci-C6)-alkylenephenyl, 
phenylene-(C2-C6)-alkenyl or^ bivalent radical of a 5- or 6-membered 
saturated or unsaturated ring Which can contain 1 or 2 nitrogen atoms and can 
be mono- or disubstituted by (O -C6)-alkyl or doubly bonded oxygen or sulfur; 
is a bivalent radical from the group consisting of (Ci-C6)-alkylene, (C2-C6)- 
alkenylene, phenylene, phenyleneV(Ci-C3)-alkyl, (Ci-C3)-alkylenephenyl, 
where the bivalent (Ci-C6)-alkylene radical can be unsubstituted or substituted 
by a radical from the group consisting of (Ci-Cg)-alkyl, (C2-Cs)-alkenyl, (C2- 
C8)-alkynyl, (C3-Cio)-cycloalkyl-(CiVC6)-alkyl, optionally substituted (C6-Q4)- 
aryl, (C6-Ci4)-aryl-(Ci-C6)-alkyl optionally substituted in the aryl radical, 
optionally substituted heteroaryl and hlfteroaryl (Ci-Ce)-alkyl optionally 
substituted in the heteroaryl radical; 
is C(R 2 )(R 3 ), N(R 3 ) or CH=C(R 3 ); 
is R 10 CO; 

is hydrogen, (Ci-C8)-alkyl, (C3-Cg)-cycloalkyl, optionally substituted (C6-C14)- 
aryl or (C6-Ci4)-aryl-(Ci-Cg)-alkyl optionally substituted in the aryl radical; 
is (C 3 -Ci 2 )-cycloalkyl, (C 3 -Ci 2 )-cycloalkyl-ftCi-C 8 )-alkyl, (C 6 -Ci 2 )- 
bicycloalkyl, (C 6 -Ci 2 )-bicycloalkyl-(Ci-C 8 )-dJkyl, (C 6 -Ci 2 )-tricycloalkyl, (C 6 - 
Ci 2 )-tricycloalkyl-(Ci-C 8 )-alkyl, optionally substituted (C 6 -Ci 4 )-aryl, (C 6 -Ci 4 )- 



B 



D 
E 
R 

R° 



Heller Ehrma-n White & McAuIiffeLLP U.S. Serial No. OS/971,960 

Attorney Docket No. 38005-0064 STILZ et al. 



1 



aryl^(Ci-C8)-alkyl optionally substituted in the aryl radical, optionally 
substituted heteroaryl, heteroaryl-(Ci-Cg)-alkyl optionally substituted in the 
heteroaWl radical, CHO, (Ci-C 8 )-alkyl-CO, (C 3 -Ci 2 )-cycloalkyl-CO, (C3-C12)- 
cycloalkyi-(Ci-C 8 )-alkyl-CO, (C 6 -Ci 2 )-bicycloalkyl-CO, (C 6 -Ci 2 )- 
bicycloalkWci-C 8 )-alkyl-CO, (C 6 -Ci 2 )-tricycloalkyl-CO, (C 6 -Ci 2 )- 
tricycloalkyMCi-C 8 )-alkyl-CO ? optionally substituted (C 6 -Ci 4 )-aryl-CO, (C 6 - 
Ci4)-aryl-(Ci Y^8)-alkyl-CO optionally substituted in the aryl radical, optionally 
substituted hetWoaryl-CO, heteroaryl-(Ci-C8)-alkyl-CO optionally substituted 
in the heteroary\radical, (Ci-C 8 )-alkyl-S(0) n , (C 3 -Ci 2 )-cycloalkyl-S(0) n , (C 3 - 
C 12 )-cycloalkyHVi-C 8 )-alkyl-S(0) n , (C 6 -Ci 2 )-bicycloalkyl-S(0) n , (C 6 -C 12 )- 
bicycloalkyl-(Ci-a)-alkyl-S(0) n , (C 6 -Ci 2 )-tricycloalkyl-S(0) n , (C 6 -Ci 2 )- 
tricycloalkyl-(Ci-C 8 \-alkyl-S(0) n5 optionally substituted (C 6 -Ci 4 )-aryl-S(0) n , 
(C6-Ci4)-aryl-(Ci-C8)\alkyl-S(0) n optionally substituted in the aryl radical, 
optionally substituted Aeteroaryl-S(0) n or heteroaryl-(Ci-C 8 )-alkyl-S(0) n 
optionally substituted imthe heteroaryl radical, where n is 1 or 2; 
R 1 is X-NH-C(=NH)-(CH 2 ) p \or X 1 -NH-(CH 2 ) P , where p is 0, 1, 2 or 3; 

X is hydrogen, (Ci-C6)-alkyl\(Ci-C6)-alkylcarbonyl, (Ci-C6)-alkoxycarbonyl, 
(C 1 -C 1 s)-alkylcarbonyloxy, Vc 1 -C6)-alkoxycarbony 1 , optionally substituted 
(C6-Ci 4 )-arylcarbonyl, optionally substituted (C6-Ci 4 )-aryloxycarbonyl, (Ce- 
Ci4)-aryl-(Ci-C6)-alkoxycarbo\iyl which can also be substituted in the aryl 
radical, (R 8 0) 2 P(0), cyano, hycjroxyl, (Ci-C 6 )-alkoxy, (C 6 -Ci 4 )-aryl-(Ci-C 6 )- 
alkoxy which can also be substituted in the aryl radical, or amino; 

X I has one of the meanings of X or i\ R'-NH-C(=N-R"), where R' and R" 
independently of one another have\the meanings of X; 

R 2 is hydrogen, (Ci-Cg)-alkyl, optionally substituted (C6-Ci4)-aryl, (C6-Ci 4 )-aryl- 
(Ci-C 8 )-alkyl optionally substituted 111 the aryl radical or (C3-C 8 )-cycloalkyl; 

R 3 is hydrogen, (Ci-C 8 )-alkyl, optionallA substituted (C6-Ci 4 )-aryl, (C 6 -Ci 4 )-aryl- 
(Ci-Cs)-alkyl optionally substituted inuhe aryl radical, (C3-C8)-cycloalkyl, (C 2 - 
C 8 )-alkenyl, (C 2 -C 8 )-alkynyl, (C 2 -C 8 )-ikenylcarbonyl, (C 2 -C 8 ) 
alkynylcarbonyl, pyridyl, R n NH, R 4 CO\ COOR 4 , CON(CH 3 )R 14 , CONHR 14 , 
CSNHR 14 , COOR 15 , CON(CH 3 )R 15 or c\)NHR 15 ; 

R 4 is hydrogen or (Ci-C 28 )-alkyl which can optionally be mono- or 

polysubstituted by identical or different raoicals R 4 ;R 4 is hydroxyl, 
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hy4roxycarbonyl 5 aminocarbonyl, mono- or di-((Ci-Ci8))-alkyl)aminocarbonyl, 
amii^>-(C2-Ci8)-alkylaminocarbonyl ? amino-(Ci-C3)-alkylphenyl-(Ci-C3)- 
alkylakiinocarbonyl, (C i -C 1 8 )-alkylcarbonylamino-(C i -C 3 )-alkylphenyl-(C i - 
C3)-alkWaminocarbonyl 5 (Ci-Ci8)-alkylcarbonylamino-(C2-Ci8)- 
alkylamihocarbonyl, (C6-Ci4)-aryl-(Ci-C 8 )-alkoxycarbonyl which can also be 
substituted in the aryl radical, amino, mercapto, (Ci-Ci 8 )-alkoxy, (Ci-Ci 8 ) 
alkoxycarbqnyl, optionally substituted (C3-Cs)-cycloalkyl, halogen, nitro, 
trifluorometlwl or the radical R 5 ; 
R 5 is optionally substituted (C 6 -Ci 4 )-aryl, (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl optionally 
substituted in the aryl radical, a mono- or bicyclic 5- to 12-membered 
heterocyclic rinawhich can be aromatic, partially hydrogenated or completely 
hydrogenated ancnwhich can contain one, two or three identical or different 
heteroatoms from me group consisting of nitrogen, oxygen and sulfur, a 
radical R 6 or a radical R 6 CO-. where the aryl radical and, independently 
thereof, the heterocyclic radical can be mono- or polysubstituted by identical 
or different radicals from the group consisting of (Ci-Ci8)-alkyl, (Ci-Qs)- 
alkoxy, Halogen, nitro, Wrino and trifluoromethyl; 
R 6 is R 7 R 8 N, R 7 0 or R 7 S oAan amino acid side chain, a natural or unnatural 

amino acid, imino acid, optionally N-(Ci-C 8 )-alkylated or N-((C6-Ci 4 )-aryl- 
(Ci-C 8 )-alkylated) azaamimo acid or a dipeptide radical which can also be 
substituted in the aryl radical and/or in which the peptide bond can be reduced 
to -NH-CH2-, and their esterfc and amides, where hydrogen or hydroxymethyl 
can optionally stand in place optionally protected free functional groups; 
R 7 is hydrogen, (Ci-Ci 8 )-alkyl, (a-Ci 4 )-aryl-(Ci-C 8 )-alkyl, (Ci-C 18 )- 

alkylcarbonyl, (Ci-Ci 8 )-alkoxycVrbonyl, (C 6 -Ci 4 )-arylcarbonyl, (C 6 -Ci 4 )-aryl- 
(Ci-C 8 )-alkylcarbonyl or (C 6 -Ci 4 Varyl-(Ci-Ci8)-alkyloxycarbonyl, where the 
alkyl groups can optionally be substituted by an amino group and/or where the 
aryl radicals can be mono- or polysubstituted, preferably monosubstituted, by 
identical or different radicals from the group consisting of (Ci-Cs)-alkyl, (d- 
Cs)-alkoxy, halogen, nitro, amino andttrifluoromethyl, or is a natural or 
unnatural amino acid, imino acid, optionally N-(Ci-Cs)-alkylated or N-((C6- 
Ci 4 )-aryl-(Ci-C 8 )-alkylated) azaamino acid or a dipeptide radical which can 
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alsV) be substituted in the aryl radical and/or in which the peptide bond can be 
reduced to -NH-CH 2 -; 
is hydtogen, (Ci-Ci8)-alkyl, optionally substituted (C6-Ci4)-aryl or (Ce-Cn)- 
aryl-(CAC8)-alkyl which can also be substituted in the aryl radical; 
is hydrogen, aminocarbonyl, (Ci-Ci8)-alkylaminocarbonyl, (C3-C8)- 
cycloalkyldsrninocarbonyl, optionally substituted (Ce-C^-arylaminocarbonyl, 
(Ci-Ci8)-alkVl, optionally substituted (C6-Ci4)-aryl or (C3-Cs)-cycloalkyl; 
is hydroxyl, (Ci-Ci8)-alkoxy, (C6-Ci4)-aryl-(Ci-C8)-alkoxy which can also be 
substituted in me aryl radical, optionally substituted (C6-Ci4)-aryloxy, amino 
or mono- or di-ft(Ci-Ci 8 )-alkyl)amino; 

is hydrogen (Ci-Ci 8 )-alkyl, R 12 CO, optionally substituted (C 6 -Ci 4 )-aryl-S(0) 2 , 
(Ci-Ci 8 )-alkyl-S(0) 25 (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl optionally substituted in the 
aryl radical or R 9 NHS(0)2; 

is hydrogen (Ci-C]V)-alkyl, (C2-Cs)-alkenyl 5 (C2-Cs)-alkynyl, optionally 
substituted (C6-Ci4)\aryl, (Ci-Ci8)-alkoxy, (C6-Ci4)-aryl-(Ci-C 8 )-alkoxy which 
can also be substitute in the aryl radical, optionally substituted (C6-C14)- 
aryloxy, amino or moi\o- or di-((Ci-Ci8)-alkyl)amino; 
is hydrogen, (Ci-C6)-alkyl, (C6-Ci4)-aryl-(Ci-C8)-alkyl optionally substituted 
in the aryl radical or (C3\C 8 )-cycloalkyl; 

is hydrogen or (Ci-C2 8 )-atkyl which can optionally be mono- or 
polysubstituted by identical or different radicals from the group consisting of 
hydroxyl, hydroxycarbonyli aminocarbonyl, mono- or di-((Ci-Ci 8 )-alkyl)- 
aminocarbonyl, amino-(C2-<Ti 8 )-alkylaminocarbonyl, amino-(Ci-C3)- 
alkylphenyl-(C 1 -C3)-alkylamVaocarbonyl, (C 1 -C 1 8)-alkylcarbonylamino-(C 1 - 
C3)-alkylpheny 1 -(C 1 -C3)-alky\aminocarbonyl, (C 1 -Ci 8 )-alkylcarbonyl-amino- 
(C2-Ci8)-alkylaminocarbonyl, 0C 6 -Ci4)-aryl-(Ci-Ci8)-alkoxycarbonyl which 
can also be substituted in the arMl radical, amino, mercapto, (Ci-Cis)-alkoxy, 
(Ci-Cis)-alkoxycarbonyl, optionally substituted (C3-Cs)-cycloalkyl, HOS(0) 2 - 
(Ci-C 3 )-alkyl, R 9 NHS(0) 2 -(Ci-Ci)-alkyl, (R 8 0) 2 P(0)-(Ci-C 3 )-alkyl, tetrazolyl- 
(Ci-C3)-alkyl, halogen, nitro, trifli\oromethyl and R 5 ' 
is R 16 -(d-C6)-alkyl or R 16 ; 

is a 6- to 24-membered bicyclic or thcyclic radical which is saturated or 
partially unsaturated and which can also contain one to four identical or 
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different heteroatoms from the group consisting of nitrogen, oxygen and sulfur 
and whioh can also be substituted by one or more identical or different 
substiUienrafrom the group consisting of (Ci-C4)-alkyl and oxo; 
b, c, and d are 1 ; 
e is 0, 1, 2, 3, 4, \or 6; 
f isO; 

g is 0, 1, 2, 3, 4, 5 or 
h is 0, 1, 2, 3, 4, 5 or 6; 

in all their stereoisomer^ formaand mixtures thereof in any ratio, and of their 
physiologically tolerable salts. 




24. (Twice Amended) A method for inhibiting adhesi6n and/or migration of 
leucocytes in diseases in which leukocyte adhesion and/or migration exhibits an undesired 
extent comprising administering to a subject in need thereof an/effective amount of a 
preparation comprising an effective amount of at least one cofnpound of the formula I: 



W 
i 

2- 



O 



r 



N — (B) b — (C) c — (N) d — (CH 2 ) e —AC) f — (CH 2 ), 



D (CH 2 ) h - 



E 

(I) 



in which 

W is R^A-CCR 13 ); 
Y is a carbonyl; 
Z is N(R°); 

A is a bivalent radical from thef group consisting of (Ci-C6)-alkylene, (C3-C7)- 
cycloalkylene, phenylene, phenylene-(Ci-C6)-alkyl, (Ci-Ce^alkylenephenyl, 
phenylene-(C2-C6)-alkenyl or a bivalent radical of a 5- or 6-membered 
saturated or unsaturatecyring which can contain 1 or 2 nitrogen atoms and can 
be mono- or disubstitirfed by (Ci-C6)-alkyl or doubly bonded oxygen or sulfur; 
B is a bivalent radical fifom the group consisting of (Ci-C6)-alkylene, (C2-C6)- 
alkenylene, phenylene, phenylene-(Ci-C3)-alkyl, (Ci-C3)-alkyl, (C1-C3)- 
alkylenepheny 1 , were the bivalent (Ci-C6)-alkylene radical can be 
unsubstituted or substituted by a radical from the group consisting of (Ci-Cs)- 
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R 1 
X 



alkyl, (C 2 -C 8 )-alkenyl, (C 2 -C 8 )-alkynyl, (jC 3 -Ci 0 )-cycloalkyl, (C3-C10)- 
cycloalkyl-(Ci-C 6 )-alkyl, optionally substituted (C6-Ci 4 )-aryl, (C 6 -Ci 4 )-aryl- 
(Ci-C6)-alkyl optionally substituted in me aryl radical, optionally substituted 
heteroaryl and heteroaryl-(Ci-C6)-alkyl optionally substituted in the heteroaryl 
radical; 

is C(R 2 )(R 3 ), N(R 3 ) or CH=C(R 3 ); 
is R 10 CO; 

is hydrogen, (Ci-C 8 )-alkyl, (C3-Cj()-cycloalkyl, optionally substituted (Ca-Cn)- 
aryl or (C6-Ci 4 )-aryl-(Ci-C 8 )-alkYl optionally substituted in the aryl radical; 
is (C 3 -Ci 2 )-cycloalkyl, (C3-Ci2)/cycloalkyl-(Ci-C 8 )-alkyl ? (C 6 -C u )- 
bicycloalkyl, (C6-Ci2)-bicycloaJkyl-(Ci-C 8 ) alkyl, (C 6 -Ci 2 )-tricycloalkyl, (C 6 - 
Ci2)-tricycloalkyl-(Ci-C8)-alkyl, optionally substituted (C6-Ci 4 )-aryl, (C6-C14)- 
aryl-(Ci-C8)-alkyl optionally substituted in the aryl radical, optionally 
substituted heteroaryl, heteropryl-(Ci-C8)-alkyl optionally substituted in the 
heteroaryl radical, CHO, (Ct/-C 8 )-alkyl-CO, (C 3 -Ci 2 )-cycloalkyl-CO, (C3-C12)- 
cycloalkyl-(Ci-C 8 )-alkyl-Cffi, (C 6 -Ci 2 )-bicycloalkyl-CO, (C 6 -Ci 2 )- 
bicycloalkyl-(Ci-C 8 )-alkyl-CO, (C 6 -Ci 2 )-tricycloalkyl-CO, (C 6 -Ci 2 )- 
tricycloalkyl-(Ci-C 8 )-alkyicO, optionally substituted (C 6 -Ci 4 )-aryl-CO, (C 6 - 
Ci 4 )-aryl-(Ci-C8)-alkyl-CO optionally substituted in the aryl radical, optionally 
substituted heteroaryl-CO, heteroaryl-(Ci-C8)-alkyl-CO optionally substituted 
in the heteroaryl radicalJ(Ci-C 8 )-alkyl-S(0) n , (C 3 -Ci 2 )-cycloalkyl-S(0) n , (C 3 - 
Ci 2 )-cycloalkyl-(Ci-C 8 )/alkyl-S(0) n3 (C 6 -Ci 2 )-bicycloalkyl-S(0)n, (C 6 -Ci 2 )- 
bycycloalkyl-(Ci-C8)-aIkyl-S(0) n? (C 6 -Ci 2 )-tricycloalkyl-S(0) n , (C 6 -Ci 2 )- 
tricycloalkyl-(Ci-C 8 )-allkyl-S(0)n, optionally substituted (C 6 -Ci 4 )-aryl-S(0) n , 
(C 6 -Ci 4 )-aryl-(Ci-C 8 )-4lkyl-S(0) n optionally substituted heteroaryl-S(0) n or 
heteroaryl-(Ci-C8)-allfyl-S(0)n optionally substituted in the heteroaryl radical, 
where n is 1 or 2; 

is X-NH-C(=NH)-(qH 2 ) p or X'-NH-CCH^p, where p is 0, 1, 2 or 3; 
is hydrogen, (Ci-Celf-alkyl, (Ci-C6)-alkylcarbonyl, (Ci-C6)-alkoxycarbonyl, 
(Ci-Cis)-alkylcarbo iyloxy-(Ci-C6)-alkoxycarbonyl, optoinally substituted (Ce- 
Ci 4 )-arylcarbonyl, cptionally substituted (C6-Ci 4 )-aryloxycarbonyl, (Ce-Cu)- 
aryl-(Ci-C6)-alkoxycarbonyl which can also be substituted in the aryl radical. 



1 
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(R 8 0) 2 P(0), cyano, hydroxyl, (Ci-C 6 )-alkox& (C 6 -Ci 4 )-aiyl-(Ci-C 6 )-alkoxy 
which can also be substituted in the aryl radical, or amino; 

X 1 has one of the meanings of X or is R'-NH-C(=N-R"), where R' and R" 
independently of one another have the meanings of X; 

R 2 is hydrogen, (Ci-C8)-alkyl, optionally substituted (C6-Ci4)-aryl, (C6-Ci4)-aryl- 
(Ci-Cg) alkyl optionally substituted in tMe aryl radical or (C3-Cs)-cycloalkyl; 

R 3 is hydrogen, (Ci-C8)-alkyl. optionally substituted (C6-Ci4)-aryl, (C6-Ci4)-aryl- 
(Ci-Cs)-alkyl optionally substituted in the aryl radical, (C3-C8)-cycloalkyl 5 
(C 2 -C 8 )-alkenyl, (C 2 -C 8 )-alkynyl, (C 2 /c 8 )-alkenylcarbonyl, (C 2 -C 8 )- 
alkynylcarbonyl, pyridyl, R n NH, R 4 CO, COOR 4 , CON(CH 3 )R 14 , CONHR 14 , 
CSNHR 14 , COOR 15 , CON(CH 3 )R 15 /or CONHR 15 ; 

R 4 is hydrogen or (Ci-C 28 )-alkyl whicm can optionally be mono- or 

polysubstituted by identical or different radicals R 4 ; R 4 is hydroxyl, 
hydrbxycarbonyl, aminocarbonyl/mono- or di-((Ci-Ci8)-alkyl)aminocarbonyl, 
amino-(C 2 -Ci 8 )-alkylaminocarbonyl, amino-(Ci-C3)-alkylphenyl-(Ci-C3)- 
alkylaminocarbonyl, (Ci-Ci 8 )-alkylcarbonylamino-(Ci-C 3 )-alkylphenyl-(Ci- 
C 3 )-alkylaminocarbonyl, (Ci-C/ 8 )-alkylcarbonylamino-(C 2 -Ci 8 )- 
alkylaminocarbonyl, (C6-Ci 4 )-iryl-(Ci-C 8 )-alkoxycarbonyl which can also be 
substituted in the aryl radical, amino, mercapto, (Ci-Cig)-alkoxy, (Ci-Cis)- 
alkoxycarbonyl, optionally substituted (C 3 -C 8 )-cycloalkyl, halogen, nitro, 
trifluoromethyl or the radical R 5 ; 

R 5 is optionally substituted (C6fCi4)-aryl, (C6-Ci 4 )-aryl-(Ci-C8)-alkyl optionally 
substituted in the aryl radical, a mono- or bicyclic 5- to 12-membered 
heterocyclic ring which can be aromatic, partially hydrogenated or completely 
hydrogenated and which oan contain one, two or three identical or different 
heteroatoms from the grdup consisting of nitrogen,, oxygen and sulfur, a 
radical R 6 or a radical R7CO-,where the aryl radical and, independently thereof, 
the heterocyclic radical can be mono- or polysubstituted by identical or 
different radicals from the group consisting of (Ci-Cis)-alkyl, (Ci-Ci8)-alkoxy, 
halogen, nitro, amino and trifluoromethyl; 

R 6 is R 7 R 8 N, R 7 0 or R 7 S] r or an amino acid side chain, a natural or unnatural 

amino acid, imino acip, optionally N-(Ci-C 8 )-alkylated or N-((C6-Ci4)-aryl- 
(Ci-C 8 )-alkylated) azjaamino acid or a dipeptide radical which can also be 
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substituted in the aryl radical and/or in which rfie peptide bond can be reduced 
to -NH-CH2-, and their esters and amides, where hydrogen or hydroxymethyl 
can optionally stand in place of optionally protected free functional groups; 

R 7 is hydrogen, (d-Ci 8 )-alkyl, (C 6 -Ci4)-aryiyCi-C 8 )-alkyl, (C,-Ci 8 )- 

alkylcarbonyl, (Ci-Ci8)-alkoxycarbonyl,/C6-Ci4)-arylcarbonyl, (C6-Ci4)-aryl- 
(Ci-Cg)-alkylcarbonyl or (C6-Ci4)-aryl-/Ci-Ci8)-alkyloxycarbonyl 5 where the 
alkyl groups can optionally be substituted by an amino group and/or where the 
aryl radicals can be mono- or polysubstituted, preferably monosubstituted, by 
identical or different radicals from pe group consisting of (Ci-C8)-alkyl, (Ci- 
C8)-alkoxy, halogen, nitro, amino And trifluoromethyl, or is a natural or 
unnatural amino acid, imino acidi optionally N-(Ci-C 8 )-alkylated or N-((C6- 
Ci4)-aryl-(Ci-C8)-alkylated) azapmino acid or a dipeptide radical which can 
also be substituted in the aryl radical and/or in which the peptide bond can be 
reduced to -NH-CH 2 -; / 

R 8 is hydrogen, (Ci-Cig)-alkyl, optionally substituted (C6-Ci4)-aryl or (C6-C14)- 
aryl-(Ci-C8)-alkyl which can also be substituted in the aryl radical; 

R 9 is hydrogen, aminocarbonyl, (Ci-Ci8)-alkylaminocarbonyl, (C3-C8)- 

cycloalkylaminocarbonyl/optionally substituted (Ce-C 1 4)-arylaminocarbonyl, 
(Ci-Ci 8 )-alkyl, optionally substituted (C6-Ci4)-aryl or (C3-C 8 )-cycloalkyl; 

R 10 is hydroxyl, (Ci-Cis)-alKoxy, (C6-Ci4)-aryl-(Ci-C 8 )-alkoxy which can also be 
substituted in the aryl radical, optionally substituted (C6-Ci4)-aryloxy, amino 
or mono- or di-((Ci-0{8)-alkyl)amino; 

R 11 is hydrogen, (C]-Ci 8 >alkyl, R 12 CO, optionally substituted (C 6 -Ci 4 )-aryl-S(0) 2 , 
(Ci-Ci 8 )-alkyl-S(0)/ (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl optionally substituted in the 
aryl radical or R 9 NHS(0)2; 

R 12 is hydrogen, (Ci-Ui 8 )-alkyl, (C2-C 8 )-alkenyl, (C2-C 8 )-alkynyl, optionally 

substituted (C6-C/4)-aryl 5 (Ci-Ci 8 )-alkoxy, (C6-Ci 4 )-aryl, (Ci-C 8 )-alkoxy which 
can also be substituted in the aryl radical, optionally substituted (C6-C14)- 
aryloxy, amino or mono- or di-((Ci-Ci 8 )-alkyl)amino; 

R 13 is hydrogen, (Q-C 6 )-alkyl, (C 6 -Ci 4 )-aryl-(Ci-C 8 )-alkyl optionally substituted 
in the aryl radipal or (C 3 -C8)-cycloalkyl; 

R 14 is hydrogen oi (Ci-C2 8 )-alkyl which can optionally be mono- or 

polysubstituted by identical or different radicals from the group consisting of 
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hydroxyl, hydroxycarbonyl, aminocarbonyl, mon6- or di-((Ci-Ci8)-alkyl- 
aminocarbonyl, amino-((C2-Ci8)-alkylaminocarbonyl, amino-(Ci-C4)- 
alkylphenyl-(Ci -C4)-alkylaminocarbonyl 5 (Gi-Ci8)-alkylcarbonylamino-(Ci- 
C3)-alkylphenyl-(C i -C3)alkylaminocarbonyl, (C i -C i g)-alkylcarbonyl-amino- 
(C2-C18) alkylaminocarbonyl, (C6-Ci^aryl-(Ci-C8)-alkoxycarbonyl which can 
also be substituted in the aryl radical, amino, mercapto, (Ci-C^-alkoxy, (Ci- 
Ci8)-alkoxycarbonyl, optionally .Substituted (C3-C8)-cycloalkyl, HOS(0)2-(Ci- 
C 3 )-alkyl, R^S(0) 2 KCi-Cyalkyl ? (R 8 0) 2 P(0)-(Ci-C 3 )-alkyl, tetrazolyl-(C r 
C3)-alkyl, halogen, nitro, tmluoromethyl and R 5 ; 
is R 16 -(Ci-C 6 )-alkyl or 

is a 6- to 24-membered bicyclic or tricyclic radical which is saturated or 
partially unsaturated^ and which can also contain one to four identical or 
different heteroatpms from the group consisting of nitrogen, oxygen and sulfur 
and which can also be substituted by one or more identical or different 
substituents |rom the group consisting of (Ci-C4)-alkyl and oxo; 
b, c, and d are 1 ; 
e is 0, 1, 2/3, 4, 5 or 6; 
f isO; 

g is 0, y 9 2, 3, 4, 5 or 6; 
h isQ/l,2, 3,4, 5 or 6; 

in all thei/ stereoisomer^ forms and mixtures thereof in any ratio, and of their 
physiologically tolerable salts. 
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